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(57) Abstract 

The invention is related to pyridine compounds represented by general formula (I) (wherein R 1 represents hydrogen, 
halogen, alkyl, alkoxv, alkoxycarbonyl or haloalkyl, R 2 and R 3 , which may be the same or different, each represents hy- 
drogen, halogen or alkyl, L represents a group represented by formula (II) (provided that, when one of R 4 and R> repre- 
sents hydrogen, the other represents hydrogen, alkyl, phenyl, substituted phenyl, araikyl, substituted aralkyl or acyl and, 
when one of R 4 and R* represents alkyl, phenyl, substituted phenyl, aralkyl, substituted aralkyl or acyl, the other represen- 
ts phenyl, substituted phenyl, aralkyl, substituted aralkyl or acyl, or R 4 and R* taken together with the adjacent nitrogen at- 
om represent a group forming an optionally fused heterocyclic ring) or a group represented by formula (III) (wherein R* 
represents hydrogen, alkvl or acyl, Z represents methylene, oxygen or sulfur, and I and m, which may be the same or differ- 
ent each represents 0 or an integer of 1 to 3), and n represents 0 or an integer of I to 8) or pharmaceutical^ acceptable 
salts thereof, and their medicinal use. These compounds have anti-ulcerous, gastric acid secretion depressing, gastrointesti- 
I nal cell protecting and antidiarrhea effects, thus being useful as drugs for prevention and treatment of diseases of digestive 
organs. 
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f ^ «; s? ~ ju) / h * 5/ ) £ V 57 y - 2 1 6. 5 g * 2 - 

/ ;i/ *r M^X^f $ / - ^ 5. 1 g £ t>* 2 8 % JkR.-ffc * f- 
ij ^ 0 ut^tff S x ^ / — & 1 5 0 flifi©?t^K: Jnx.. 1 

IS^'y'JAy^^H^t 1 ? h 7 7 <f — £ ft t % 4 % ^ ^ 

y — d cr * ;i/ 2* T! {fi L/v 7-fe b V - x — <r 7t/fr b 

-fbrs it* 12 5-127 X © 2 - C.3 -/ * * - 4 - 

■ ( i - ^ ^ ;u - 2 - f V 57 — J\> ) * h * i/ ) - 2 - f 'j 57 

;i/ ) y ^ ;u ^ * - l H-^yx-f 5 v* — frtf'&bin&o 

® 2 — C 3 — ^ * - A - C 2 - ( N - ^ V 57 ;u - N - / . * 
;i/7 ^ V ) X b * 5/ ) - 2 - f U 5> ;u ] jt *hs*± - b - * b 
> •> - 1 H - -* y x -f ^ / - 71/. y&Hfe^lii. B£ 12 1- 
1 2 2 t 

® 2 - C 3 - > #7i> ^ 4 - C 2 - C N — (p-^on^yi7 
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1 7 

^.jj. _ ! h — 5yX-l $ St ft IS ft % *JS 110- 
1 1 3 *C 

@ 2-C3-^^^~4-C2-CN-/^^-N-(4- 

**- 1 H-^VX-f *^*/-JK *Sfe*§ft> 1A9 9-102 

TC 

© 2- [3-/^^-4- (2- (1. 2, 3. 

I h * s> ) - 2 - f y 57 71/ ) 

/ - 1 H - y X 4 s ^ •/ - II > 

9 2 — 9 5 *C 

O' 2- ( 3 4 -_( 2 - (N-^^/u-N-x* 

I h - NM R (CDCis) : 5 (PP") -1.10 (t, 3H) , 2.14 
(s, 3H), 2.68 (q, 2H), 2.92 (t, 2H) , 3.70 (a. 2H) , 4.04 
(t, 2H), 4.36 (s, 2H), 6.62* J; 8.30 ( d, 2H) , 

7.00-7.64 m, 9H) 

© 2 - ( 3 - / * H/ - 4 - C 2 - ( N - ^ y *J » - N - 7 a 
feT/I/7 $ J ) X h * i/) - 2 - e V 57 > 1 H - 

•H-NMR (CDC£ 3 ) : 5 (ppm) =0.90 (t, 3H) , 1.54 

(..' 2H), 2.24 (i, 3H), 2.56 (t, 2 ft) , 2.91 (t. 2H) , 3.69 

(s, 2H), 4.04 (t, 2H), 4.36 (s, 2H) , 6.62* 8.28 
(&* d, 2H), 6.96-7.64 ■. 9H) 
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.1 8 

© 5 - 2 n p - 2 - C 3 - / ^ ^ - 4 - C 2 - ( N — ^ V i? 

jv ^ y ) xh*vO -2-try$;;i/) 

jj. _ r h — ^X-f $ Jl> 12 4 - 

1 2 5 *C 

© 2 - C 3 -/ 4 - C 2 — (N-/ *;U7~ »W ) x 

J - 2 - t: ij >>* ;i/ ) > ii/'f - * - l h - y X A % ? v* 

'H-NMR (CD C £ s) : 5 (ppm) =2.22 (s, 3H) , 3.02 
Cs, 3H), 3.90 (m, 2H), 4.15 (m, 2H) , 4.38 (s, 2H) , 6.70 
(in, 4H) , 7.15 (a, 4H) , 7.45 (m, 2H) , 8.20 (d, 1H) 
© 2- t-3-/f*-4 - (3- J E** , J-//o** , >)' - 

2 - t* jj / ^/u^*- 1 H -^yX>f 5 **y* — IS* 

1 4 8 ~ 15 0 *C (#JSS) 

© 2 - C 3 - / * ns - 4 - ( 3 - f ^ 'J & J V* # 4 •>') - 

2 - t: y v ;i/0 ^ f^^^-i H -.-5 y X -r $ v* — a» . p 

1 14- 1 15 r (#8?) 

© 2 - ( 3 f-iy- 4 - C 2 - ( 2 - * f V - 1 - fa »J 
v/ ;u ) + - 2 - t* '/ ? to 3 ^ t-IH-^y 

^V-/^ 'R& 6 4 ~ 6 5 *C 
© 2 - C 3 - y ^ - 4 - C 2 - ( N - / * )i> - N - ( 2 - 
7x^x * ;b ) 7 $ / ) x h + i/ ) - 2 - f y $; ;p ] / ;t> 
fi-lH-^y X < $ ^* '/ - ^ 

1 H-NMR (CDC£j) : 6. (ppm) =2.24 (s, 3H) , 2.44 
(s, 3H), 2.60-2.84 (m, 4H) , 2.92 (t, 2ff), 4.12 (t, 2H) , 
4.39 (s, 2H) , &.7"2*?.J:tf 8.32 (** d, 2H) , 7.10-7.35 
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1 9 

**1? 7.40 -7.60 m. 9H) 

@ 2 - ( 3 - ^ * ;b - 4 - (4 - * rt' * 'W "7* f * * ) - 2 - 

try / l H-^yx-f $ 

'H-NMR(CDC£ 3 ):tf ( P pm) = 1.50 — 2.00*? J; 1? 
2.30 — 2.55 m. 10H) , 3.55-3.80 (m, 4H) , 4.00 (t, 

2H), 4.30 (s, 2H), 6.70**1? 8.25 ( d. 2H) , 7.00 

-7.35**1? 7.40-7.60 ■ > 4H) 

© 2- C 3 4 - C 2 - (N^**-N- (3- 

7i .fl,rn tr;i/) T $ J ) X *) " 2 - * 9 V to} * * 
to** - 1 H-^yX-f \tf*f-to 

VH-NMR (CDC£ 3 ) : 6 ( ppm) = 1. 64 — 2. 10 (m, 2H), 
2.22 (s, 3H), 2.39 (s, 3H) , 2.52**1? 2.68 (* * t. 4H) , 
2.86 (t, 2H), 4.11 (t, 2H), 4.40 (s, 2H) , 6.72**tf 
8.32 <** d, 2H)> 7.04-7.40**1? 7.40-7.70 (#* m, 
9H) 

® 2 - { 3 - / *to- A ~ [3 - (N-^Wto-N-/* 
jvy $ y ) 7-n 5/ ) - 2 - f 'J Vto) S =S~to** - 1 H - 

*« y x -f s '/ - ^ 

• H- NMR ( C D C f j) : 6 (ppm) =1.80 — 2.12 (m, 2H) , 
2.04 (s, 3H), 2.24 (s, 3H) , 2.52 (t, 2H) , 3.50 (s, 2H) , 
4.03 (t, 2H), 4.40 (s, 2H) , 6.70**1? 8.30 ( d. 2H) , 

7.00-7.40**1? 7.45-7.70 m. 9H) 

O ' 2 - [ 3 - / * to - 4 - [ 2 - CN - (3 -/ h * ^ 
.>•;!/) -N-7f*7S;) X h * ) -2-t ,, i->'^) > * 
i H _^yx^f 5^**/-^. §&£8 9-9 1 *C 
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2 0 

© 2 - (3-/f^-4 - [2 - (N- 

j U) _ N -> f-jur $ J ) x }* •>) - 2 -fj ^ 

■>*- lH-^yXf^V'-K Rj&l 2 7 ~1 3 Q *C (# 

»> 

© 2- (V-* 4 - C2- C N - ( 4 -7 A/* n.^y 

$?*/) — N — / 5 J ) x h * •>) - 2 - tr V i/JU) J * 

)Vf * - 1 H - V $ ?*/—■*' 

1 H — N M R ( C D C £ 3 ) : 6 (pp«) =2.25 (s, 3H), 2.40 
(s, 3H), 2.80 (t, 2H>, 3.50 (a. 2H) . 4.18 (t, 2fl) , 4.50 
(s, 2H), 6.65*?cklK 8.25 ('*■* d, 2H) , 7.00-7.55 (&* 
m, 8H) 

© 2 - C 3 -/ 4 - C 2 !- (N- (3, 4, 5.-MJ 

^ > + .> -< y s? ji/ > '- N - > ^ n/T ^ y ) I F * .SO - 2 - f 

; y ;i/ ) / * ju ^ - l H - x y X -r $ — * 

"H.-NMR (CD C £ 3 ) : 8 (ppm)=2.25 (s, 3H) , 2.39 

is, 3B), 2.80 (t, 2H), 3.60 (s, 2H) , 3.70 (s, 9H) , 4.10 

(t, 2H), 4.42 Cs, 2H), 6.75*? <fcff 8.35 ( * * d, 2H) , 
7.00~7.45&<fctf 7.50-7.80 m. 6H) 

mm® i 

2 — ( 3 - J * 4 - t 2 - ( N z y Z7 ju — N — J f 

~? \ ; ) x h ) - 2 - f y v/ ;b ] ^ii/f-^-lH-^^ 
$ .?*./ — ;b i. 6 g © n n * 10 O iilC^ t 9 V 
. " n o£E#®?£2jnji. Mya^T 2 0 ^iaflU^1" «• - 3 0 'CC 
ftfflSK 8 0 %* 9 2 n 1. 0 ff *JJ0x.x 15 #18!. 



WO 89/00566 PCT/JP88/00716 

21 

*. ttfttgEML. " ^ I-** 

2- C3-***-4- (2- ( N - * 

•H-NMR (CDCij) : <? (ppm) =2.12 (s, 3H) , 2.32 
(s, SI). 2.80 <t, 2H). 3.60 (s, 2H) , 4.05 (t, 2H) , 4.70 
(s, 2H), 6.62fc«fctf8.24 <#•* d, 2H) , 7.00 — 7. 36& 
7.40-7.66 (&* «. 9H) 
HSSM2 

on*/i/A 1 2. * f^o^ItSl. 1 g*SH*.. 

PDiiiiin g^snx., 2 o#W!I*l. -^"^ 7y 

;Ht7 y* 1 2 %tft « * a a * ;u i> T! ?# £ "T § 

2 _ ( 3 _ / * ;u - 4 - (2-^')'>ViK'» - 2 - * 

'H-NMR ( C D C H 3 ) : 6 (ppm) — 1.20— 1.80 & <£ 
2.40-2.60 (** ■).■ 2.14 <s. 3H) , 2.80 (t, 2H) , 4.12 (t, 
2H), 4.76 Cs. 2H), 6.70 £ £ 8.26 («•* d, 2H) , 7.20 



WO 89/00566 PCT/JP88/007I6 

2 2 

~7.40&cfctf 7.52 -7.76 t# * n». 4H) 

2 - C 3 - * *to — 4 — C 2 — to- *>* 

\=.;i/) i|>i/) -2 - K'J *») /fJl/fi- lH-^'/X 
^ $ »/ — ;H. 6 gffi^DD*;i/ilO 0 siGjf 8£ C n ^ ^ ^ n 
n$|ff:l. 4 g *J0^L. I1KT2 0^W«»t*. ~ 3 5 
*Ciw?&0^^ 8 0%/^ noMIIing^HL 10 

^7 7 4 -KftLx /— ;i/&7 1 6 %tf tS 

* a n *^iti{fit§ 2 - C 3 - ^ - 4 - C 2 - 
( 4 -/ *n,- l - K'<7 ^A') I b * ) - 2 - f »J 
^ 7 >r - )\> - 1 H - *s v X 4 % y V* - ;i/*<fc|||J&*85fe 

'H-NMR ( C DC ij) : 5 (ppm)=2.14 (s, 3H) , 2.36 
U, 3ff), 2.40-2.70 On, 8H) r 2.82 (t, 2H) , 4.10 (t, 2H) , 
4.76 (s, 2H), 6.66fe-«kCF 8.24 (#* d, 2H), 7.20-7.40 
7.48 -7.66 (&* m, 4H) 

hm 4 

2 - C 3 - / ' * ;!> - 4 - ( 2 - * to '* U / x f 4- ) - 2 - 

a a * J1/A 2 0 0 ' a£&& 43. / 9 0 .'a a £ BUlg 1. 2 g £ 2JD . 
gfi.GlT 2 0 *IBI»#r'*o- " 15 -C 8 0 %y * * 

n a Mlfl2. 0 g ^Utl^ 2 0#1SI«#1^ t>^T. 7y 
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2 3 

8* * * 'J * V * * * ^ * 13 V * * 7 4 ~ iZ ® L - x * J 
fl/ft7 yti7$5 5 * DB**i-C»lllt44, 2 

- C 3 ~ / * * ~ 4 ~ < 2 "" * ;l/ * ' J 7 X h * %> ) ' ~ 2 " k * ' J 

'H-NMR (CDCh) : f (ppm) =2.16 (s, 3H) , 2.52 
~2.68*?<ktf 3.68-3.80 (&* ■. 8H) , 2.82 (t, 2H) , 4.12 
(t, 21). 4.79 (s, 2H), 6.68 * J: tf 8.28 <#* d. 2H) , 
7.20-7.40*? £ 7.50-7.70 <** ■ . 4H) 
■ HUMS 

^ - ^ >/ _ ;l / 3 . o g © * a a * 2 0 0 a&mWLX. . t 9 9 v 
a$lfil, 2 g*MiU MCT2 0 " 1 5 

'C IZ&®'&. 8 0 %/ 9 9 a ;Dmti2. 0 g $»D^ : 2 0 

wr*. MMzmmmmL. ay***** " * 

DD*^At'?l{iJt5^ 2 ~ C3-/^^-4- C2- (1 

- 2 - f 'J >>* fl/ ] * 

rntyov? a ~)\>- 1 H - v * 9>/-)iyfrm¥*M®*.£ 

L T ft h tl £ , 

'H-NMR (CDC£,): « ( pp.) = 1.20-1. 90£ «fc 
2.90-3.19 », 7H) . 2.12 (s. 3H) , 2.32 (s, 3H) . 

2.20 (t, 2H), 4.00 (t, 2H), 4.76 (s, 2H) , 6.67* J;^ 
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• 2 4 

8.25 (&* d, 2H), 7.20-7. 86* iff 7.50-7.65 (&*.■. 
4H) 

mssM 6 

2 - ( 3 - > ;i/ - 4 - ( 1 - * 4 - 'J /!/*"* 

.> ) _ 2 - f ij s; )u ) s * K * - l H - *< y x.'f $ f v* - ^ 

3. 4 g © ^ n n *>I 2 0 0 nZmWLK.. } 9 t nu ££#8 
1. 5g£SnjU SICT.2 o>fllfft«. - 20 'CK:;£a&. 
8 0 %*9 9 Dn|$If».2. 3 g-* !■*.>. 2 0 45-Hi*"#Lv 

ffU. x ^7 -;i/14T y * 1 0Xitt*^n"B.**A 
•CiifetS 2 - C 3 - ^ 4 - ( 1 - / 4 - fcT 

y -s? ;t/* * s> ) - 2 - t-* V * ;b ) ^ x ;u 7 - ;i/ - l H 

1 H — N M R ( C D C £ a) : 5 ( PP m) = 1. 60-2.04, 2.20- 
2.70 4.24-4.52 (#* >. 9H) , 2.12 (s, 3H) , 2.30 
(s, 3H), 4.80 (s, 2H), 6.64 is <fc 8.23 d, 2H) , 
7.20 — 7.36*? £ 0* 7.50— 7.66 m, 4H) 

H*«f 7 ... 

2 - ( 3 - } =5- jv - 4 - (2 - (N — cy«»-Nr/f * 

H — *< y X A % & V* : — ^ 2. 6 g^l^;-^8 O'ri » L . 
C *Lt£ikMfcf h >J S A O. 2 4 7 g #WtRv§?& 2 0 ■fi-^jDix 

K y 2 0 ffl£ £ffi ^ T $ * h . nWLUL i/ x ^ ;u x - -r ;u 100 
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4 _ ( 2 - (N-^y^A'-N->^ ,/ 7W) x h * *> ) 
_ 2 - t* 'J V to ) 1 H - -< * X 4 * 

•H-NMR ( CD C £ a) : 0 (ppm) = 1.70 (s, 3H) , 2.24 
(s, 3H), 2.65 (», 2H), 3.20-4.70 (>. 6H) , 6.10 (m, 1H) . 
6.90 (a, 2H), 7.00-7.50 (m, 7H) , 7.65 (m, 1H) 

2 _ (3-^^-4- C 2 - (N-^y>*^-N-y 
T $ / ) x h * ) —2 - f 'J i/ )U) J * JU X )V 7 a ~ >\> ~ 1 
H _ K y *M $ /'/-^ • * by ^^11.3 3 g £ 7K 1 5 0 4 

£*§8?3hk :ncM^^^e- 9 3 8 5 0 

Mfct 3 oa«#-r*. •?a»Lfc»»**«i'* + 

^C*j|fU, 2 - C 3 -/ 4 - C 2 - (N-^y*- 

A,-N-',» ) X - 2 -f y ' 

)V7 a s.JU- 1 H y *4 ^ ' * J*M#m& 

•H-NMR (CDC£ 3 ) : 6 (ppk) =2.15 (s, 3H) , 2.35 

(s, 3H), 2.85 (t, 2H), 3.62 (s, 2H) , 4.09 (t. 2H> . 4.55 

(q, 2H), 6.65 (d, 1H), 7.02 (t, 2H) , 7.21-7.36 (#* ». 

5H), 7.64 (t, 2H), 8.18 (d, 1H) 

±%znmmtmmtz l-c bit 

© 2 _ ( 3 4 - C 2 - (N--<y^-N-^ 

;1/7 ^) x h * *» - 

5 _ j fjf. i/ - 1 H-^VXM $ •/ — )V „ ffi||fl£fft;k 
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•H-NMR ( CD C &*) : 6 (ppm) =2.10 (s, 3H) , 2,32 
(s, 3H), 2.80 (t, 2H), 3.60 (a, 2H) , 3.80 (a, 310. 4.05 
(t, 2H), 4.75 (s, 2H), 6.61&<i;tf 8.25 (#* d, 2H) , 
6.85 -7.60 (#* m, 8H) 

© 2 - C 3 - J * lit- 4 - ( .2 - C N — ( p - * n n V *J 

ju) -N -J *n,y % J ) x> * SO - 2-f'J^";H 
^ - l H-^yx-f &lilJ&f83u 

'H-NMR (CDC £j) : 5 (ppra) =2.12 (a. 3H) , 2.30 
(s, 3H), 2.80 (t, 21),' 3.54 (s, 2H) , 4.03 (t, 2H) , 4.76 
(d, 2H)r 6.62&«ktf- 8.24 •(** d, 2H), 7.00-7.70 (&* 
m, 8H) 

®. 2 - [3-/^^-4- C 2 - ( N - / * * - N - ( 4 - 
^ 5- ;i/ ^ y s? ;w ) 7U) i -2-f , j i ») > ^ * 

'R-NMR (CDCi 3 ) : 8 (ppra) =2.12 (s, 3H) , 2.32 
(s, 6H), 2.80 (t, 2H), 3.54 (s, 2H) , 4.04 (t, 2H) , 4.76 
(d, 2H), 6.60£J;tf 8.23 d, 2H) , 6.80-7.70 '.;(#.* 

m, 8H) 

© 2 - ( 3 - J * & - 4 - ( 2 - ( 1 , 2 , 3 , 4 
t K o iv + y ') y- 2 --f^) x h * } - 2 - f 5 ; *>* ;p ) 
/fMii/7-(i^-l H-^yXW M^^fS^v 
'H-NMR (CDCi 3 ) : 5 (ppra) =2.18 (s, 3H) , 2.90 
(s, 4H), 3.00 (t, 2H). S 3.76 (a, 2H) , 4.20 (t, 2H) , 4.74 
(d, 2H), G.JQt3£& 8.26 (#* d, 2H) , 6,84-7.76 (&* 
m, 8H) 
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© 2 - (3-^^-4 - C 2 - (N--<y5;*-.N-x* 
;l/7 $;) x h * * ) - 2 - f 'J * rnsKJiy? a ~n>- 

'fl-NMR (CDCii):* (pp») -1.10 (t, 3H) , 2.12 
(s, 3H), 2.65 (q, 2H), 2.88 (t, 2H) , 3.68 (s, 2H) , 3.98 
(t, 2H), 4.76 (d, 2H), 6.56i?«fctf 8.22 (&* d. 2H) , 
7.00-7.70 (** m, 9H) 

© 2- (3 4- C2- (N-^V^-N-rn 
tf ju 7 k J ) X h * •> ) - 2 - f >J V ;i/ ] 

'H-NMR (CDC£ 3 ) : 5 (ppm) =0.89 (t, 3H) , 1.54 
Cm, 2H), 2.13 (s, 3H) , 2.52 (t, 2H) , 2.86 (t, 2H) , 3.67 
(s, 2H), 3.98 (t, 2H), 4.74 (d, 2H) , 6.56 * & 8.22 
<&* d, 2H), 7.00-7.74 », 9H) 

© 5-* no- 2- C 3 - * * * - 4 - ■ ( 2 - (N-*<y* 
^-N-if^T?/) x h * •> ] - 2 - f y ->-;u) / *n*% 

'H-NMR (CDC£ 3 ) : 5 (ppm)=1.07 <t, 3H) , 2.09 
(s, 3H), 2.64 (q, 2H), 2.86 (t, 2H) , 3.66 (s, 2H) , 3.98 
(t, 2H), 4.74 (d, 2H), 6.58&«*tf 8.20 <** d, 2H) . 
7.10-7.64 ». 8H) 

© 2 - (3-^^-4 - (2 - (N-^ffl/Ti'j;) I 
(.^iz) - 2 -fij ^ 3- fl/ x ^ 7 w ~ n> - 1 H - ^ v X 

'H-NMR (CDC£ 3 ) : (ppm) =2.02 (s, 3H) , 2.98 
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(s, 3H), 3.90 (m, 2H), 4.10 Cm, 2H) , 4.75 (s, 2H) , 6.70 
(n, m , 7.15 ,(■..«'). 7.45 (m, 2H) , 8.18 (d, 1R> 
© 2 - C 3 4 - C 2 - (N- / ^Ti.ll V ) * 

F*_s/.}-- 2 - tr y ^ a l H-^y X 

•H-NMR (CDCfij): « (ppra) =1.75 (s, 3H) 2.90 
(s, 3H), 3.20 -4.70 (m, 6H) , 6.05 (», 1H) , 6, 30-7.50 
(m, 9H) , 7.60 (m, 1H) 

0 2 _ c 3 _/ ^jv- A - ( 3 9 J 7 ° * * > > " 

• H- NMR (CDC f j) t 6 (ppm) = 1.90^2. 15* <kff 
2.35-2.S0 (#* «, 8H), 2.18 (s, 3H) , 3.73 * £ 3.75 
(#* t, 4H), 4.04 (t, 2H), 4.78 (s, 2H) , 6.70 * £ 
8. 28 (*■* d, 2B) , 7.20-7.40& J; ff 7.50-7.70 (**/». 
4H) 

6 2 - C 3 -y 4 - ( 3 - f-? «J >>V 7*n #4 *>) - 

2 - £ 'J 5? ^ )' > *X/l/7.'-< - ^ ~ 1 H c y X -f ^ V* - 

71/ 

1 H-NMR (CD'C ii) : 5 (ppm) = 
1. 30-1. 80*.*fcffl. 90-2. 10 (#* ». 10H), 2.15 (s, 3H) , 
2.30—2.60 (m, 4H) , 4.04 (t, 2H) , 4.75 (s, 2H), 6.70 
*«fcff 8.30 (£*d, 2H), .7.20-7.40* J; ff 7.50-7.-70 
m, 4H) 

© 2 - C 3 4 - C 2 - ( 2 -** V - 1 " f° «J 
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H-^yX>( 5 ^* V - ;b 

'H-NMR(CDC£ 3 ):<? ( ppm) = 
1. 80-2. 10*? ck 0*2.20-2.50 (&* m. 4H) , 2.12 (s, 3H) , 
3.50 (t, 2H), 3.70 (t, 2H) , 4.10 (t, 2H) . 4.74 (a. 21). 
6.65 *cktf 8.24 (#* d, 21). 7.20-7. 40* J; 7.40 
-7.80 4H) 

4 % ? >/ - ;i/ 

1 H — N M R (CDCiiV: 5 (ppm) = 1.20 — 1.90*<kO* 
2.70-3.00 9H), 2.16 (s, 3H) , 2.35 (s, 3H) . 3.80 

-4.20 (■. 2H), 4.78 <s, 2H) . 6.66* «k 8.28 ( ** d. 
2H), 7.20-7.40* £tf 7.50-7.70 (#* «> 4H) 
0 2 - (.3 4- C2- CN-^^^-N- (2- 

1 H - N M R (CDC£ 3 ) : 5 (pp«) =2.13 (s, 3H) , 2.42 
(s, 3H), 2.60-2.80 (>, 4H) , 2.88 (t. 2H) , 4.40 (t, 2H) , 
4.74 (s, 2H), 6.63**0 8.24 <# * d. 2H) , 7.00-7.40 
fccktf 7.44 — 7.70 «n. 9H) 

© 2 - ( 3 - ^ ^ ^ ~ 4 - (4 - ^ ^ * U 7 7' h * i/) - 2 - 

'H-NMR (CDC£ 3 ) : 5 ( ppm) = 
1.40-2.00 **fcff 2.30-2.60 (* * «. 10H) . 3.50-3.80 
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(n, 4H), 4.00 (t,2H), 4.78 (s, 2H) , 6.68 *<*# 8.28 
d, 2H), 7.20 -7.40* 7.50-7.70 m, 4H) 

© 2 3 *to- 4 - C 2 - (N-y f-;i/-N- ( 3 - . 
7 * - H/IT-n f ;i> ) T S / - 2 - f 9 *J to ) ^ ^ 

;i/ x ;i/ 7 4 - ;i/ - l H - « -y X -f 5 # V — ^ 

'H-NMR (CDCIj) : « ( ppm) - 1. 60 — 1. 96 (n, 2H) , 
2.14 (s, 3H), 2.33 (s, 3H) , -2.44*«fc# 2.64 * t, 4H) , 
2.80 (t, 2H), 4.04 (t, 2H), 4.75 (s, 2H) , 6.65*£tf 8.26 
(fVd, 2fl), 7.00-7.40* «k 7.40-7.70 m, 9H) 

© 2 - C 3 - / * to - 4 - C 3 ~ ( N - v« V i/ to - N - J * 
to 7 § J ) 7' n jJ5 * J - 2 - f V '7 ;i/ 3 / 5- ;i/ X /V 7 4 - ^ 

- i h - ^ y x 4 A ? v / - 

1 H — N M R (CD Ci.s) : 6 (ppm) =1.80— 2.10 (m, 2H) ,' 
2.05 (s, 3H), 2.25 (s, 3H) , 2.55 (t, 2H) , 3.50 (s, 2H) , 
4.01 (t, 2H), 4.74 (s, 2H) , 6.66* 8.26 * d, 2H) , 
7.10-7.40* 7.45-7.70 (# * in, 9H) 
© 2 - C 3 - / * to - 4 - C 2 - ( N - ( 3 - / h * •> ^ y 
y ;i/ ) - N - / ^ ;i> T S y J iKf] — 2 — t* 'J 5?' /H * * 
to x ;i/ 7 * - */ 1 H - -5 y X A \ V* — to 

1 H - N MR (CDCij) : 6 (ppm) =2.15 (s, 3H) , 
2.40(s, 3H), 2.80 (t, 2H) , 3.55 (s, 2H) , 3.80 (s, 3H) , 
4.05 (t, 2H) , 4.80 (s, 2H) , 6.66* J; ZF 8.25 ( d, 2H) , 

6.80-7.00. 7.05-7. 45*^1? 7.50-7.70 m, 8H) 

© 2 - C 3 - J f- to - 4 - [ 2 — ( N — (2-^n_B'<ys? 
) - N - J *toT $ > ) X h * ) - 2 - £ 'J * fto 
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* jvy a =- n> - 1 H - y X 4 s ? "/ - * 

'H-NMR ( C D C £ 3) ' 6 (ppm) =2.14 (s, 3H) , 2.37 
(a. 3H), 2.90 (t, 2H), 3.70 (s, 2H) , 4.10 (t, 2H), 4.78 
(s, 2H), 6.65 8.27 <** d, 2H) , 7.07-7.70 (#* 

■ ,.8H) 

O 2 - (3-/^^-4 - C2-CN - (4-7 **n-<y 

1 H — N M R ( C D C £ 3) : <? (ppm) =2.12 (s, 3H) , 
2.30(s, 3H), 2.77 (t, 2H>, 3.52 (s, 2H) , 4.00 (t, 2H) , 
4.77 (s, 2H), 6.62* J; 0< 8.23 ( # * d, 2H) , 7.00-7.50 
&J;tf 7.52-7.70 <&* », 8H) 

© 2 - C 3 4 - ( 2 - C N - ( 3 , 4, 5 - MJ 

/ \> i/ -< y i/ )V ) - N - / * >\> 7 % J ) X h * { y ) - 2 - f 

■ H- NMR ( C D C £ 3) : <5 (pp») =2.24 (s, 3H) . 2.40 
(s, 3H), 2.80 (t, 2H), 3.62 (s, 2H) , 3.69 (s, 9H) , 4.12 
(t, 2H), 4.82 (s, 2H), 6.74 & «fc 8.36 (&* d. 2H) , 
7.00-7.45*? J; 7.50-7.80 (&* «. 6H) 
@ 2 - C 3 -y 4 - C 2 - CN- ( 3 , 4 . 5 - \ 'J 

^ (.^i/^yo;^) -N-^f^TU) X h * •> ) - 2 - f 
>; ■ * ;u ) / f;u^;i/7 a z-to— 1 H-^vX-l § ? v* - * • * 

h 'J $ i» % 

•H-NMR (CDC£ 3 ) : <? (ppm) = 
1.95 (br.s, 3H), 2.15 (s. 3H) , 2.75 (br.s, 2H) , 3.48 
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(s,2H), 3.70 (br.s,2H), 3.80 (s, 9H) , 4.50 (br.s, 2H) , 

6.20^^^ 7.80 (** br.s, 2H) , 6.80-7,30*? «fctf 7.35 
—7.65 (#* in » 6H) 

© 2 - C 3 *^-4 - C2 - ( N — U-^n^yi; 
/p) -N-^f^TU)!^^ - 2 - f >j / 

'H-NMR (CDC£i) :. 0 (ppm) =2. 16 (s, 3H) , 2. 37 
(s, 3H) ,2.92 (t, 2H), 3.53 (s, 2H) , 4.05 (t, 2B) , 4.80 
( S> 2H), 6.65 (d, 1H), 7.00-7.80 n, 8H) , 8.25 

(#* d, 1H) 

MJ0L #»Jft*5w**tt»ttJKT©a«K:J:*>ll***i*. 



HJtP 1 ©ft^«3 5mg 

□ — V 7.9 — f- 1 5 mg 

SL$I 5 7 mg 

tiit;i/n-^ 4 0 mg 

X.TT'Jyi?^^^^ 3jg 

1 2 0 mg 

ftftffl 1 ©fc^ 3 mg 

.3 — V X * — 3 0 mg 

S.H . 61ms 

t K n 3- 7* n £ ;i/ -fe ;b n — x 6 mg 

1 0 0 mg 
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1 . ■- jft* 




R* / 0-(CH 8 )n-L 



R 1 ttzRSts /N-nyy % Tns*n>, T/m*^ tjv 

L »a£ : 

/ R 4 

- N < 

r 4 . r 5 ©-^*<***^-r it 

■7*^ 7iiK ll7i-K T 7 ju v 

n/i^tigv Ii7x^;K t^'jUt/k 



( C H 2 )is/ 

if- . 



R 6 

^( CH 2 )/ 
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n tt 0 g 1 - 8 ©H&£:*3". ) 

2 . L *<x£ : 

-N < 

X R 5 

3 . L : 




4. L^iiiil/TAnyy, R*» 1 ~ 4 ffl© T ^* 
fcfctR.*» 1-4I07;U3*>>$ 1-3 Sfl/T^T *>«fc^ 
1, 2, 3, 4-THU'M7 + ;n-2-/t^f^ 
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5. 2 - C 3 -/ A-JU- 4 - C 2 - (N-*<y i/JU-N-J A 
ju ) 7Ul>*f.) - 2 - f »| 2? ;i/ } ^ ^ ju XJU 7 4 i JU - 

1 H- ^yxM 5 ? 2 - C 3 - ^ ^ - 4 - C 2 - 
C N — ^ ;i/ - N - ( 2 - 7 * - ju x 3- jv ) 7 k J ) 

- 2 - & V 7 ju ) j* & ju x JU 7. << ~ ju — l H — <y X 4 $ V V 

2 - C 3 ^JU- 4 - C2-CN - (4-^an^y 
7 AO -N - j* 7 ^;iF + '>) - 2 — t* y s; ju> / ^ 
^^;i/7^fl/- l H -^yX'f 2- (3 -^ 

;i/-4 - (2 - CN- (4-7it'tn'<yv/ , iP) - N - t * JU 
TU) rh'*'>) - 2 - f y 7 ;p ) y ^ ;i/ x ju 7 =-JU - 1 
H — V XA S W — JU^ 2 - 13-J3-JU-A- C2- CN 

- S A JU- N — ( 4 ~ f" * y 7 JU ) ~? \ J } - 

2 - f y «7 y ^ jv x JU 7 a ■ ~ n/ - 1 H - ^ y X A \ 9' */— 

2 - C 3 - * * JU - A ■ - ( 2 - * JU * 'W X > * 7 ) - 2 

- t: 'j -7 ;b ] t a ju xju ? a s-ju— i H — ^ y X $ ^* v* — ;u 

2 - ( 3 - * *JU- 4 - C 2 - ( 1 , 2, 3. 4-rrF 
^ k >* n -f V *"■>■ 'J y - 2 - -f JU ) X h 4 s - 7 ) - 2 — k* y 7 /P ) 

. * ji/ ;* ;i/ 7 -fi/iz- iH- </x -f $ ^' -/ — ;u & S fcfc* ft -5 

ft^mm i mmmo k y 7 wb^* fc«* ©iiitt l 
e.mMmmim$^m<D^^)^y{t^'^^tz\t^0mm±wm- 
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